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15 2 ~ l 6 OT)^M)\yifs i^Kft 7-n©7'j -;i/3b ;i/ 

^rD7'J-;i/*M=;vS, MI2~i6©7;^Mt:-n 

& ^ D 7* U jft&ft 1-15 (DT)]/^rJlXJV^-)l&, mm. 6 

20 ~10®7'J atD7U ftgg 1^15 

25 >Jl^s 7"J-M, 7iJ-WJr^ ^rn7>J-M^> 

7;i/3J^rS/*;i/^-;^ TJi^-Mji^-jvm, 7U-;W;i/^-;i/a, 
^TD7'j-;i/A;i/»a, ^i/^i/^^^-n^s/^ 7"J-;i/^;i/^-n 
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ArD?'j-wi, t'J-;^;^^ 

5 . tulB-NR 7 R 8 s — N (R 7 ) COR 8 N -N (R 7 ) S0 2 R\ -N (R 
7 ) CONR 8 R 9 ££tf-CONR 7 R 8 fc:}S^T N R 7 , R 8 £<fctfR 9 fciU 

10 5 07JV^ jftlKSt 2-15 07M-;V^ 1 - 1 5 ©r;m 

& 6 ~ 1 0 ©T 'J jftXft 6 ~ 1 0 (07 U -^^Sk ^ir D 

£tz, R 7 £R\ R 8 J:R 9 (ife^{c^UTs ^n]|H\ -fi*£i§r£fc& 

©R'^R 2 , R 2 hR 3 ©^£|!W£&£o 

^S>C S lulB-Jfe^ (I) xm£tl&ib&tid£VX&, X\ X 2 ££tfX 3 ©? 
^©'J>&< lo#> -NR'R^ — N (R 1 ) COR 2 , -N (R 1 ) S 0 2 R 
\ -N (R 1 ) CONR 2 R\ T;i/^r;i/^ 7)1?**/^ 7'J-AS, ^rn 
20 7'J-^ :F;io^>ft;i/#^;i/^ ad^>j|^ j/7yMfcH:7^;i/ 
?*&Xm$tlZ>&X$>Z>%<D&1ff1ih<s X 1 , X 2 £cfctfX 3 ©?-fE>©/J> 

ft< £b lo^3&lcS^Lfe-N (R l ) C0R 2 -C»**O*«ff*U>o 

25 #3BWfc:^£ft3fc©"C&!>> Sfc^MRFSttff^^aE-rS^&CH: (E) 
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<DM<DmtLx&, ^-hU^A^ Affix *;i/^i>Affiaifor;i/*y^ 

5 y^^DA^w^ V^ifW^So #Wi:cDffi©^i;b-C^ 
it&fix TU-f>»i x n;s^ffi N **>*;)/*>Kffifc 

zvm-fbM* mmtoi&oMtLxiz, matSL m>*.mw&, «ffi& 

jti s £W$>Rffi. 7*^7*>«ffi&£#3&fcre>*iao 

10 futa-^ (I) T*^n^*^BJ©^^I{i. aT©«J6ttAfcJ;D«a-r 




15 [5$«K X^X^iVH e t iioi^tl tul3-« ( I ) ^T-^ftbfc® t) 
T-fcSo £fcx R a fi^f[l~l 5<D7fr*fr& Hal^D^>IM 

to ] 

(xsi) 
(Ii2) 

25 y •> a n TkMi* y a&£©t;i/# y *igifc*JB wt\ y ^tt-jptK 
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$/x* Uv, aSfiJSt±«FtK^*ti^ m 0~10 0°CT-ff 

K asf SB&frffi BC<ko T^-T liuii^t'tSo 

5 6 2 

io x 4 , x s 43J:tFHai(i, mmvMmv&w&Zo &tz, R b it^m 
m i ~ 1 5 <DT)i*;m*mto ] 

(iSl) 
(IS 2) 

aio^Ritt (earn x^y-^/jRrtwf) % ztziz&Mk^cDmmtL 
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%%m<D 2 - 7 x =.)]/- 3 — P 7 U -;V7°n fcT:fr >KS§3*fci- fc«©& 
ii> aftfeVLA-^itf/SfcfcfcLPAM- l7>^^f#ffl^U 

5 BtL P AM- l«c#f4^«5i@^fe§^i!Jt^fe1-^a©^tfe{iWfflg^ 

10 mm. i(*mm&m&s nmma^ mm. mtommm. &wm<Dnm 
^as#j, &aifc£#fei:rf,*i,;&o ^fccti^oi^j^ to 

Sk B&JBfflk Sflftk ?Ub*!U Sf^bSiJs *^B&*J&££E^bSB6*-*c:i: 
^&3*fc£%*3Ifi*l|Il*i:b-t\ JftO. 1-1 0 Omg/kg, $?£b<& 

i~3 omg/kg0«£B-e&nfcf£<u i a i-3 iaa:#r U> 0 

25 T*fcfc&^o 

fcfcx i>XT (Dm^m^^xmMVtc 1 E - NMR =T^=7^ 
Jl-y^y (TMS) SWifcU JNM-EX2 7 OSU^* 
(2 7 0MHz, B#»? (ft) SO T«U <yilippmt^lfc 0 fg£)g 
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t (J)liHz^U s = singlet, d = dou 

blet, t = triplet, q = quartet, m = mul 
tiplet.br = b r o adfcP&bfco fiaflWfeJM*'** Y)V (FA 
BMS) $J£tfcJ:B#«^ m) MJMS-HX-1 1 0AiMbfe o 

to 

3- [2- (2, 6-^on^;i/7U) try K-5-^;i/] -2- 
{3- [ (2, 2-^^7°D^n;i/) ^v^l/T^y] -4-p<h^> 
10 rnfc:;t>^©S£jg 
TfB©«Ka©^^«l (I -a) 




MeO 
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HS^To ) 

e-T^y^n^V^ (a) 11. 5 g (8 3mmo 1) £x*y-;i/8 5m 
5 LtjSHU ittl2. 5mL^M2 4Wl«bf:o il^MS 

u *7j< 1 5 o mnzm€, mamm^mi- h y ^^^m^n^tzo 
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zi^-yWi^)^^)^ (b) 10. Og (JR¥7 3%) %&&mfot LTft 

Vtuu*$>l 5 0mL*C6-7U-3f>ijf;n^i/ (b) 1 
0. Og (6 0mmol) N-pWl/^l^U > 9 . 2mL (8 4m 

5 mol) $iPx.feo 0°CT-2, 6-^DD^>^;^DiJ F (c) 9. 5m 
L (6 6mmol) iSt2 4^I#Lfco $ £>fcN-*:We;b* 

>J>9. 2mL (8 4mmo 1) b2, h* (c) 

9. 5mL (6 6mmol) 4 B^S#b£o iltl^fi!! 

sit ^mmm^^mmL. wmm.^^^t>^mm\,tzo m& 

10 T*««^U m^WW7A^D7h^77>f- (^nn*M : 
^^-^ (&*i£) =4 00 : 1-2 0 0 : 1) ~ZM$£1~2>Z-b£.& tK N, 
N-bTX (2, 6-y^DD^>^^) - 6 -7^y^f>iifj^r 
;i/ (d) 14. Og (IR*45%) £f#fc 0 
rb7th , D77>2 0 0mLtt , i:, N, N-tf* (2, 6-^nD^>V 
15 -6 - 7U-^f>ix^VxXrJI/ (d) 14. 0g(27mmo 

1) Z^MLtzo 0°CX-*.mfcV3-$l±7)m-<5&2 lg (55mmol)0 
h^t FD77>2 0 0mLMiTl2. 5 B^3t#Lfco M^;i/1 
5mLs MihT>^-^A7k®mi:5iJfo*&±£^ Mx?;i/f«IB U Att 

20 U^W^A^D Yf^7-f- (7DO*M : (^fiJt) =2 

5 : 1) T-JftSTf&chtJ:^ 2, 6-i^nn-N- (2, 6-57^dd^ 
W-OlO -N- (5-fc FD^r^^^;i/^U^>-2-^;i/) ^>X7U* 
(e) 3. 4g (i«2 7%) 

^^□P^^>4 0mL4'^2 5 6 -^7DD-N- (2, 6-^DD^> 
25 V^^) — N— (5-th'n^^f;^'J^>-2-^V)^>X7U* 
(e) 8 5 5mg (1. 8mmol) *«MIU E3^bM*9 0 5mg (2. 7 
mmol) th'J7x-jl/*77^>5 7 3mg (2. 2mmo 1) £SP;L2. 
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it) =3 : 1-2 : 1) iltJ: *K 2, (5- 

7n^f-;i/£U^>-2-^;i/) -N- (2, ^> 
5 K (f ) ft«6 31mg (ft* 6 5%) 

4-tFD^-3--hn7i-;i/S12 5. Og (1 2 7mmo 1) £x 

10 $&£§5fe-r3££{Cj;D4-t Fn^ri/- 3 h n 7 1 - J«xf Jt/X^r 
;V2 8. 3g (ft* 9 9%) ^ifiCifrhltUfco 

4-bh*D^^-3-^hD7oi-;i/Mx5 : -;i/3i^^;i/2 8. 2g (12 5 
mmol) b>7 0 OmLtgiU M*'J->^8 6; 5g (6 2 6m 

mo 1) ®#ST3^b^f;i/2 3. 4mL (3 7 6mmol) £2lD;l 3 BtP^iD 

hb) =3 : 1) T-ffghT&ChtJ;^ 4-^ h*i/-3-x Fn7x~« 
xfjH7r;V2 9. 6g (ft* 9 9%) £f#fc„ 
20 4 Ki/- 3 - - F D7i-J«i^xXfM 3 . 5g (56mm 
ol) ^vy^T^M h*6. lmL (6 7mmol) 
VA&tm 1. 3g^^;-;i/2 8 0mLtms ?kfl#BMT ( 0 . 2 9 
MP a) 1 41^»tfc 0 -fe^ hT*^7^e7A^^53ibm *£T-& 

^^^> , ;*>7 , ;v*7A^c3^h^77^- (-N*-b-> ri^x^ 

25 ;i/ (§»it) =6 : 1) Z-mmtZZbtk*), 3-4V7?)\,TK;-4-* 
h^i/7ixj«xf;i/x7sf;H4. 8g (ft* 1 0 0 %) £fi&S/ny7* 

3— fVWU-4-^ ^>7^-;i/«x^;b;c;^;i,3 1. 2g 
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(1 17mmol) *^Doy^>6 0 0mLtij|U OX^Htnxij 
□ UK 15. 9mL (12 9mmol) ^Mfco $?>t:fiJxf;i/7^>3 
6 . lmL ( 2 5 9 mmo 1 ) £Jn£, 3 BtHilftLfco mdmi- Y U 

-f- : Sixf;i/ (ggit) =3:1) Tifi^^fcct 3- 

C (2, 2-^^^;i/7°otf^--;v) -fV^l/T^y] - 4-* h^S/y^- 
^a^^M:^ (g) 3 6. 2 g (»8 9%) SfifiSfti; bTftfco 
3- [ (2, 2-^f-;i/7 , D^^;i/) 4\r7*fr7$;l -4-*l>=^> 
10 7irMfii^x^r;i/ (g) 1 5 Omg (0. 4 3mmol) $rh7k 
KD77>5mLt:iim -7 8°CT*2mo l/L©'Jf ')A^V7 , DWl/ 
7^ FO^T^X f h7t x^;w<>-t£ >^?g0 . 2 6mL 

(0. 5 2mmol)^Tlh 30»L^ 2, 6-^DD-N 
- (5-7*D^^^-;i/^>;^>-2->f;u) -N- (2, 

15 -<>X7$ h- (f ) 2 7 7mg (0. 5 2mmo 1) ©rh7th*D77> 

ii5mL^TbLigt#SL^ ^e»tlW#lfco lmol/L 

x^l/ (gSJfc) = 2:1) T»MM-r-S^^tJ:Ds 3 -{ 6 - [br* (2,6 
20 -i?7no^>^;i/) t:U^>-3— f;i/}-2 - {3- [ (2, 2 

tf^&x^l/x*? 1 ;!/ (h) 1RM2 4 5mg (JR*7 1%) 

3-{6- [t7 (2, 6-^Dn^>v-r;i/) r^y] tru 3 — r 

;i/}-2- {3- [ (2, ^V7f;V7^] -4 

25 h^>7x-;i,} 7Dt^7iif;Vx7rJl/ (h) 2 4 Omg (0. 3m 

mo 1) ^^7-;i/5mLtTh7tKn77>5mL©S^iiti«?U 
^HJ^A^ h^>K49mg (0. 9 1mmol) ^Di, 17»M 
bfco ll£T'«»SLfc^ lmol/LM«lfco ^x^VTffl 
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*bfe 0 Si^^y-;i^5mLJ:rf7bh'D77>5mL0i^»ii 
U 2mo l/LcDzfc^b^hU«i7A7jc^0. 4 5mL (0. 9mmol) £ 
» 1 6««^bfeo Imo l/L^T'^atfco X^T-^i^^U 

Dn^l/A : (^Sit) =20:1-10:1) -cm^TZZt^X 

*K 3- [6- (2, 6-^DD^;V7U) ^U^>-3--r;i/] - 
2- {3- [ (2, 2-^^^7Dt:t-;i/) ^V7^V7*7] -4-* h 
rntiryW. (I -a) 1R»5 Omg (iR$2 8%) 

^Jfc#Jl hlllilfcbT, &TO^5 N ^643cfc^7{c:^-r^5|^J2~l 0©fh 
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5 






R 2 


X 2 


NMR, MS 


1 




— OMe 


1 H-NMR(DMSO-d 6 )8: 0.78-0.95(1 5H, m), 1.50-1 J5(1H, m), 
2.57-2.67(1 H, m), 3.00-3.20(1H, m), 3.25-3.30(1H, m), 
3.84{3H t s), 3.92-4.05{2H t m), 7.00-7.20(2H, m), 
7.35-7.48(1H, m), 7.53-7.61(3H, m), 7.70-7.80(1H, m), 
8.05-8.20(2H, m), 11.23(1H, brs). 
FABMS: 600(M+H) + . 


2 


Me 
^Me 


— OMe 


1 H-NMR(DMSO-d 6 ) 8: 0.73-0.91(12H f m), 1.44-1.58(1H, 
m), 1.97-2.22(1H, m), 2.84-3.05(2H, m), 3.21-3.29(1H, 
m), 3.58-3.69(1 H, m), 3.77(3H, s), 3.91 (1H, m), 
7.03-7.11(2H, m), 7.32(1H, t, J = 10.4 Hz), 
7.42-7.54(3H, m) t 7.61(1H. t, J = 8.7 Hz), 8.01-8.07(2H, 
m), 11.15&11.16(1H, s), 12.48(1H, brs). FABMS: 586 
(M+H) + 


3 


.Me 
J^Me 


— OMe 


1 H-NMR(DMSO-d 6 )8: 0.56-0.65(3H, m), 0.72-0.86(9H, 
m), 1.06-1.56(6H, m), 1.68-1.91(1H, m), 2.81-3.05(2H, 
m), 3.22(1H, m), 3.75(3H, s), 3.82-3.92(1H, m), 7.00(1H, 
d, J = 18.5 Hz), 7.09(1 H, d, J = 8.9 Hz), 7.33(1H, t, J = 
6.8 Hz), 7.42-7.66(4H, m), 8.00-8.08(2H, m), 
11.17&11.18(1H, s), 12.47(1H, brs). FABMS: 614 
(M+H) + . 


4 




OMe 


1 H-NMR(DMSO-d 6 ) 8: 0.79(3H, d, J = 5.3 Hz), 0.85(3H, 
s), 1.47-1.58(1H, m), 2.89-3.05(2H, m), 3.20-3.26(1H, 
m), 3.42-3.47(1H, m), 3.71(3H, s), 3.81-3.85(1H, ,m), 
4.91-5.1 1(2H, m), 6.99-7.04(2H, m), 7.1 1-7.30(5H, m), 
7.39(1H, m), 7.42-7.56(3H, m), 7.64(1H, d, J = 6.9 Hz), 
8.02-8.13(2H, m), 11.16(1H, s), 12.27-12.58(1H, m). 
FABMS: 650 (M+H) + . 
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R 2 


X 2 


NMR, MS 


5 


Me 


OEt 


1 H-NMR(DMSO-d 6 ) 5: 0.71-0.89(12H, m), 1.26(3H f t, J = 
6.8 Hz), 1.40-1 .65(1 H, m), 1.98-2.25(1 H, m), 
3.02-3.05(2H, m), 3.06-3.32(1 H, m), 3.47-3.60(1H, m), 
3.92(1H, m), 4.03(2H, q, J = 6.9 Hz), 7.06(2H, d, J = 8.9 
Hz), 7.28(1 H, brs), 7.46-7.62(4H, m), 8.00-8.05(2H, m), 
11.15(1H, s). FABMS: 600 (M+H) + . 


6 


^Me 


OEt 


1 H-NMR(DMSO-d 6 ) 6: 0.72-0.89(1 5H, m), 1.27(3H, t, J = 6.3 
Hz), 1.40-1. 70(1 H, m), 2.63-2.68(1 H, m), 3.00(1 H, m), 
3.23(1 H, m), 3.78-4.06(4H, m), 7.01 (2H, d, J = 8.3 Hz), 
7.31(1 H, m), 7.42-7.53(3H t m), 7.64(1 H, m), 7.99-8.1 0(2H, 
m), 11. 15(1 H, s), 12.46(1H, brs). FABMS: 614 (M+H) + 


7 


Me 
J^Me 


OEt 


^-NMRfDMSO-ds) 8: 0.55-0.67(6H, m), 0.71-0.85(6H, 
m), 1.17-1. 19(2H, m), 1.27(3H, t, J = 6.8 Hz), 
1.35-1.43(2H, m), 1.70-1 .91(1H, m), 2.95-3.05(2H f m), 
3.21(1 H, m), 3.66-3.69(1 H, m), 3.88-4.05(4H, m), 
7.00(1H, d, J = 15.8 Hz), 7.06(1H, d, J = 8.6 Hz), 7.29(1H, 
m) t 7.42-7.65(4H, m), 7.94-8.1 1(2H, m), 11.16(1H, s), ! 
12.45(1H, brs). FABMS: 628 (M+H) + . 


8 




OEt 


1 H-NMR(DMSO-d 6 ) 5: 0.80(3H, s), 0.84(3H, s), 1.21(3H, 
s), 1.40-1.65(1H, m), 2.80-3.05(1H, m), 3.06-3.20(2H, 
m), 3.35-3.50(1 H, m), 3.80-4.00(3H, m), 4.90-5.15(2H, 
m), 6.99-7.05(2H, m), 7.19-7.63(10H, m), 8.02-8.14(2H, 
m), 11. 17(1 H, s). FABMS: 664 (M+H) + . 



5 
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1 H-NMR(DMSO-d 6 ) 5: 0.71-0.89(15H, m), 1.27(3H, t, 
J=6.6Hz), 1.35-1.60(1H, m), 2.56-2.76(1H, m), 
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7.00-7.07(2H, m), 7.27-7.34(1H, m), 7.65-7.68(1 H, m), 
7.97-8.12(2H, m), 8.74(2H, s), 1 1 .35&1 1.38(1H, s), 
12.47(1H, brs). FABMS: 615 (M+H) + . 
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